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1. b = 980 P 57 7 g 1) 1 48 D5 0%, FARRAEAE T, AR DL 2P B 3K (1) Phros (9 97 7 i
AN (2) P B = 980 FF B A R0 26 8 71 b T B8R/ SR AL S WD A7 AE I 25 A1 N IR, AR Rt
(3) P i) =38 FP AL 95 B SR A B s b, R 38 EH L Be it L be S8, g AR 4 7 8 L
2NN B NG N8 N B N B SN 2B S i S e~ N ES = N v S A e N
EEAN RN N T ZE- N BN LR ¥

NH, o HHEY

NH,
N e
Rio LAY Ry 5CFa
P 8T K| ,\’J
'\’Rz \CF3 fﬁ')’ﬂ &/Rz
A (D & (2 R (3)

PIT IR A Bl <67 R BRI 6+ 4 - — Y U BE L IE ik < o e R s v 10 2 /D — o

PR — A K56 N N- R A, — T S BN — SN 3R 1 22 Db

FriR Bl SR E AR TR R SR IR R R AR = TP IR R L =
FIEPEE A 1 2= DR

2. AR R BT () = F Pk 57 7 Jig ) ) 25 3, BERFAIEAE P RAL & 0 BE VK
BN =5 P AT R R BN 5-30%

3. ANBUREESR BT () = 56 2 07 A i ) ) 46 D7 ik, BLARFAEAE T, ik 7 A B F) JBE /K
N =38 BB BE IR R 1 - 41*
A AIAUREE SR BT IR ) = 980 58 05 A B B ) 46 vk, FLRFAEAE T, B i) B /R B =

SR AL R R B 1 - 51* .

5. WIBUF] LR 1 IR 1) = 22 05 & e 9 1l &6 7 v, ELRRAEAE T, BTk I B L B A
20-100°C, e NHF[E] Y 1-12h,
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— M =aFESTERINBIEEE

RAR G
[0001] A W Ja T = J FF 0 5 A G ) 5 A, L AR B — b = 3P i 7 4 AR ) 5 7
e

BEEEA

[0002]  Pifi 5 Ak 22 B IRGE R R , S A A D TEAL AR AR 24 L R 2 S5 U R I T ) R 1
RIERTIE A KAy 1), THR BN T = R M &Y, iR 4 R4 HE IR
12 1) SE R E A2 BRI o 560 7 B = 3 JE 10 5N 259 09 AR P03 PR W B 3 vy, (R A e
TR T R, C—FEEBERE X L AR e , X AN 25 W1 A e 1 49 o, [ I I 338 o
TGN GV, T IR B 245 20T F & /N e BIE R /NG R R A8 in R FR o VBT B A &
Wi KRR EA 2 S = H 4.

[0003]  Hq T~ =480 F B AE R AR =W R HAAEAE , X AF 75 5 i B T L Sz ) =3 FE 2 5
ANTTE AR I N B 19874 , Wakse I man AVt ) [F] AT B IR IRIE T 05 & JEAE— 2 /1 R AF
A= P RERASEN A MER TR =mE XM (J.Chem.Soc.,
Chem.Commun . 1987,1701-1703) . fifi 5 , — 8555 H ) — 5 B S840 FH R 6 Rl = 90 25805 1%
{HE F AR (E.Eur.J.0rg.Chem.2009, 1390-1397.) IT4EN, X HIL 7 —Fh Bl i
S 5 B B ) ON = 3 R 2 3R A5 AH S = R 2 05 i 7 v AR R TE AR i R e
2 84> F N e R B it 327 (Chem. Commun . 2013,49,4552-4554) . 20144F , L 7 FH G
A 5N =580 R JE L A AN T T B — 9 R 22 5 i1 77 7% (Org . Lett.2014,16,1768-1771) .
[0004] 4155 NCN103553857BH ) F A T —Ffitl] 25 <8 = 580 H A i sl KL AT AE W0 i) 7
% Hoag U5 & e A = A U A & 0o IRk, DL = (2- R BRI RE) & 4Kk ot b 7], e e 2%
PER N, 15 3148 = SR fa AT A

[0005] DA | 7592 B A DA BB Th 4 s = %6 FF 22 05 e AL B AR B8 v AN R OB Tl Ak
e,

RAARE

[0006] 77 BT H B AE T4 A — b = 980 F 5 55 4 B0 1 46 0 4k, AT AR ILA 5 1) &
A e AN 3 VARG AE ) 1) B S B b ad E R AR B PR I BOR TT S

[0007]  — b = 950 FF 5 57 2 Jig 14 1) 46 0792, 3G DA 2B B - 3 (1) P i 55 & i A= (2) e
7 ) = G A BRI E I 7 PP BN/ BB S WA AE I 25 TR OB, ARt (3) i =
SR AL T A RS s Ferb R 8 B HL e e S o AObe ik L 7 ik U L R TR
A e | R L B P L R L I AU S R, B T H Ve ik b 3R RIE 1 A et AR O L U L
ENN xR N N IR
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o BLew

NH, ot NH,
/\j R i \
[0008] R1T:\/, Oy 4“ﬁ Rk JCF
,Rz ‘CF3 el /Rz
G D) X (2 i (3

[0009] A< BH H fit 1) = 36 Y 2k 05 5 i %) i & J7 0% 5 DA 0 7 T R = 3 1 Al ) Dl SR
TS B R 2 e AR PERRORT / BARAL S WA AR 264 N AT OB, oA b 3R 18
B TR EARAIR , WK R BRI = 3 P 22 05 2 IR A 7 AR, AR - KR Tk A A 77

[0010]  Jgdvm S MWL e , B AIG B B SR A 25K, L ade 1), i Bl Bk 4 B Bk R 2k 4 - —H &
FEMERE U T AR N N- R A 2 A IR S R AL IR R A 1 2 D —F i — D ik
(), B4 R B R 0 1 AR A IR R 00 o ol 4 JeB I I 32k Y T R L TR TR Y

[0011]  FriR B & A EAER  EAL R AR L O TR IR AR VR . — 5 TP I R
B EOREE R 1) 2D M B ORI R 7R RN ERAE Y e AR B S5 T
BEAT SORL, AT vy IR NS [R) B e e 8 A B D i AR . 2% A B R FAT ST (] PN 5 i, AT
B A T Ak St 72

[0012]  MPILAK S ST 28 R s 87 s AR 4 77 T HA %, ik Ak P 1) R VK Dl = PR Ak
FIBE IR EEH15-30% , 1 — BRIk 8-15%6 o Firid 5 7 i 1 B 7K B = 98 HH A ik 7] B /K &
(11 -4, 3E— 2D L% N2 . 5-3 . 5% « BT B 1) BE R 1 9 — 460 A A0 50 BE AR | 1 - 4%, 3
— PRIk R2-31,

[0013] Stk — 2B ARAE R RSP A A BGHEAT  LE M, TR FI N O V2R & S
(DCE) N, N- — HI FE I iz (DMF)  — H R (DMSO) SN PR i 22 20— o gk — B e
() 5 75 B B AR R I B N0 . 1-1mol /L, =8 340 R e v 77 P R M0 . 1-mol /Lo
FAR IR, 75 T ARSI R N 0.6-0.8mol /L, = % H B Ak 3 7 28 8 750 v i vk B oy
0.2-0.3mol/L.,

[0014] S 7 JFURHET 2y 4314 IOBE AR 577 T HH & = 38 FH S AR R adk Dy 1 - = 3 -
1,2- KL -3 () -Bd RAED -

[0015] P I J NEAE GRS 1EAT o BTl s 37 (1) 3 2120 - 100°C , S BB (] 91 - 12ho I
IR, BT IR ISR 2 2N 20-60°C 5 S BN TA] 91 -B5hoo i3E— ARG I, Bt e 37 1) 3 2 25 - 35
C, MV EIN1.5-2. 5h,

[0016]  J W f5 45 2 B R SO AIR G B HLAEER KIS, R A E Mt 47 40 5, R4S 7
o K JE TR BT R FH I 3 A3 R R R 56 5 FHAEDR e SR (R R P mT a6 %4 300-400 H o A
JERTIE BT S B AT A B A TR 2R L R AL TR AV TR AR IE B A T L TR LR
R 4 (100-90) : (0-10) »

[0017]  SRAHUVL b BT 2, o] LUK B & BB A A B — R 51 =580 28 05 75 i W %k 3|
60-90% , LA DRI B | S BLA& AR AN | s RS 3y R R RIURE Tk A0 AR 7= )RR A

[0018]  mIfHs 75 B i S5 Bk Hp U R A A] , 258 EIRG a7 7%, & BN BT /s 1 =460
TGN -
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NH NH; NH,
2 NH, CFs &
NH, CF3 = NH,
CFj FsC O
N CF3 ~ ~ A CF3 ~ ~
NH, NH, NH,
NH, NH, CF3 CF,
[0019] CF3 < FaC
o . CFs . Yo SN . CN .
NH
NH2 oF o oF NH, NH, NH,
3 3 CF3 CF, CF4 NH,
Esr\©,c:F3
0“0, 0 . CFhs | F . Cl . .
NH, NH, NH, NH,
Br NH, NH, CF, CFs
CF3 FaC
Br
CFs . Br . CFs . Br . Br Lo .
NH,
CFs
N
NH, Ha CFy
2
[0020] CF, EC
O fB'\.
Il O 0O
Ph . o) . . HO" TOH .
NH, NH,
J\,@/J\ Cl CF3
CF3 . Br "
BARTRFR

[0021] "y &5 5 B A S i 1k A S B 14y St A — B B0 )« DA S P 387 % DS
WOk I RS 38 D TR R I i () BTl L FF HLsch it — b4l

[0022] =i AR FI'H NMR (400MHz) , '°F NMR (376MHz) ,'°C NMR (L0OMHz) , BACDC1, Ay
R LATMS 9 AR » 22 TP RE LR = s (FLUE) 5d (L TE0E) 5t (S EEU) 5q (DY HLi) Am (2 5
), G T B8

[0023] st foi1

[0024] A S 1) = 5 FF 326 57 2 G 1A i 6 J7 8%, SR DA R 22 B«

[0025] 1) FREUAKZ (0.25mmol,1.0eq) <1- =& A AL-1, 2- K MfEE-3 (H) -d (0. 3mmol ,
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1.2eq) Bl (BERHH, 0. 75mmol , 3. 0eq) MEALEH) (NICL, « 6H,0, BE/REN 1-=FH k-1,
2- RIS -3 () - AR EE /KR 10% (10mol %) ) BT WA, BN SN M 2mL AR 9 ¥ 511, 18
AR, INAES0 T [ i 12h.

[0026]  2) 5 &7 5 4 21 (4 S5 A v 0 28 2 3, > I 10mL — SR e o) e VAT M e, L
[ A P 5mL — S Be ek » Yedll & JF 2UUE U L R S5 R AR e Pk (BRI & 10mL) , 25
B B A HURA P TC K BRBR BNEEAT T4, 1L , SR 5 R E 28 A ORI SR 281 IR 4 = A )
R PR R 2 BT EAT 70 B S CUR B 7U D A T B L PR L R A AR R EL 90 - 1OZL (1 R &
) 15 228

[0027]  sijafs|2-27

[0028]  sijitdyl2-27 ) =3 205 A L) il o T 2280 Wik 1.

[0029] e 1SLhifi]2- 27/ =5 P 2L 557 A L) il & T 254
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[0030]

SE it 151 Bam Tk R | BT | R (%)
2 Ni(OTf), KoCOs | ZH N | 80 49
3 Ni(PPhs;),Cl, | KoCOs; | %A | 80 38
4 [ Ni(OAc)4 HyO | KoCO; | %S5 | 80 30
5 Ni(OH), K,CO; | %R 80 53
6 | Ni(NO3)'6 H,O | K,CO;5 | % ANFF | 80 35
7 NiBr; K>CO5 | 5N 80 38
8 Ni(OH), K,CO; | “5 N | 80 48
9 Ni(OH), K,COs | AN | 80 50
10 — K,CO; | ISR 80 35
11 Ni(OH), - THERNE ] 80 34
12 Ni(OH), Cs:CO; | “HAFF | 80 49
13 Ni(OH), DMAP | —4"# | 80 42
14 Ni(OH), t-BuOK | 45 | 80 Trace
15 Ni(OH), DIPEA | 43| 80 Trace
16 Ni(OH), KOAc | 5N 80 35
17 Ni(OH), K,CO; | CH;CN 80 Trace
18 Ni(OH), K>CO; R 80 A I 3]
19 Ni(OH), K,CO; | DCE 80 65
20 Ni(OH), K,CO; | DMF 80 39
21 Ni(OH), K,CO; | DMSO 80 66
22 Ni(OH), K»COs; | DMSO 100 60
23 Ni(OH), K,COs; | DMSO 35 71
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24 Ni(OH), K»CO; | DMSO 35 58

25 Ni(OH), K.CO; | DMSO 35 80
[0031]

26 Ni(OH), K-CO; | DMSO 35 88

27 Ni(OH), K.CO; | DMSO 35 89

[0032]  Sjiif5]1- 27 ) Je NALAE AN R B s -

NH, 2 NH, 1

H, @iQO _ CF,

[0033] @1 |\’ @’ +
CF; CF,
1a 2 3a 4a

[0034] 1 BT HIICR A 72 Ba flda iy sl , H f SAR L vE I e , DLAROR — F R I
[Epsla s

[0035]  sizjite 451 1 I ISC 36 R 38 %6, SIETit 512 - 71T S B, A ARAL B I Foh AN ) , oAt 5 5 it 671
LARA, AT LA Y, A AR E R R B

[0036]  sEjiifsiI8H , A EALAR A N 5mol % (A1 - =480 -1, 2- SR E - 3 (H) - i ) B8
IREE) , HoAth 2% A5 St 451 1A ]

[0037]  sEjitifl9rf , AL BRI 20mol % , Fofth 264 5 St 1 AR T

[0038]  sijitafsl 105, ANl FHERAL &4, FoAth 2% A4 5 it 45 L AR )

[0039]  SEiiAs 1 1, AN AR, o Ath 2% A4 5 S it 49 L AR T

[0040]  Hqszjitifs8- 11 0] LLE H , Bl FHER LS4 AE LRI B S 2 £ .
ik DA Y 2 e — e AR s )R SR

[0041] sl 12- 16H , (B FPEANIE] , AR SR A 5 S0t 49 LAH ) o p St 1. 12-167)
DA B BEOR B B0 BRI 2 BRAT L 4- — W SRRk e B S I ) A ROR

[0042]  SEjfsl17-21H , ANV SR SRANIE] , AR SR A5 S0t 45 LAH ) o R St 1. 17-217]
DL i DMSO\DCER A L 1) S5 b 380 5

[0043]  sEjiffs21 - 235, AN S BE AN AL, FoAth 2% 14 5 St 49 AR R] . nT A, 7E35-100
CHA B R PR o

[0044]  sEjtafsl24-26H , A kL LaFl J5RL 2 (1) BEJREE 20 o 1:2.2:1.3: 1, Ji kL2
0.5mmol , FARIKAF 5 St I LARIA , o] LLE 48 HE B R R La B, 72 5 7= 8K
e, B R BIIA 203 - L, i Rk — 5 B n 5188 % .

[0045]  sZjta 27, I IR La R R RL 211 BE R B 32 1, S SRS TE] N 2h, ¥ 708 I, FoAih
S At 5 St AR ] oG I W 4% B, 76 35°C \DMSO N ImL i) 2542, 2h Ay B g 5 R v
[o0d6]  sEjififs)28

[0047] ARSIt 9] (1) — 3 FR 258 5 2 G 1) 2% 9 0, O B N 2R i, B B W N S E AL AR
NRBRER, RN T8N 1 - —F -1, 2- -3 (H) -d (0.5mmol ,1.0eq) , 75 &%
(1.5mmol,3.0eq) , AL 10mol % , BREREH (1.5mmol, 3.0eq) ,DMSO (2mL) , 7E35°C [ M

8
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oh, Hfh 5 % 5 A B 5 S A
[0048] 74 S5 it 1 7, PP 6 55 6 4 1 46742k , 3640 B2 B = SR B35 B =40 P
NH>

[0049] @/CF3

[0050] =W LHIYS 61 % , =MD IN T
[0051] 'H NMR (400MHz ,CDC1,, ppm) :6=7.44(d,J=7.8Hz,1H) ,7.30(t,J=7.7 Hz,1H),
6.79(t,J=7.7Hz,1H) ,6.74(d,J=8.2Hz,1H) ,4.16 (s,2H) .
[0052]  "F NMR (376MHz,CDC1,, ppm) :8=-62.7 (s) .
[0053]  '°C NMR (100MHz,CDC1,,ppm) :6=144.6(d,J=1.4Hz) ,132.9,126.5(q,J=
5.0Hz) ,125.1(q,J=273.3Hz) ,117.6,117.2,113.6 (q,]=29.8Hz) .
[0054] =20
NH,

[0055]

CF3

[0056]  F=H2/IUZFR20% , PRI IR
[0057]  'H NMR (400MHz,CDCL,,, ppm) :8=7.40(d,J=8.4Hz,2H) ,6.68 (d,]=4.2 Hz,2H),
3.95(s,2H) .
[0058]  "F NMR (376MHz,CDC1,,ppm) :8=-61.1(s) .
[0059]  '°C NMR (100MHz,CDC1,,ppm) :6=149.4,126.7(q,J=3.9Hz) ,124.9(q,]=
268.6Hz) ,120.1(q,J=32.3Hz) ,114.2.
[0060] 5Kt f5i|29
(00611 A S it 51 ) — 958 1Y 25 55 A R B ol 502k, 75 7 B DA ok PR B G 5 FLAth s B i Ak
HULRE 5 St ] 28 A1) o
(00621 AR Si it 5] ] 6 ) — 550 FF 655 A iy -
NH,

CF;
[0063]

o

[0064]  HARFHIRINCR 6096 PRGN T -

[0065]  'H NMR (400MHz,CDC1,,ppm) :6=7.23 (s, 1H) ,7.10(d,J=5.THz, 1), 6.66(d,J=
8.2Hz,1H) ,4.01(s,2H) ,2.26 (s, 2H) .

[0066]  "F NMR (376MHz,CDC1,, ppm) :8=-62.5(s) .

[0067]  '*C NMR (100MHz,CDCL,,ppm) :6=142.0(d,J=1.4Hz) ,133.5,127.1,126.6(q, J
=5.1Hz) ,125.0(q,J=270.5Hz) ,117.4,113.9(q,J=29.6Hz) ,20.2.

[0068] 5Kt f5iI30
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(00691 7 St 451 1) — 56t FH 35 07 7 B 1) i 2% T V2, 0 A R OGE S TR 2 2R i, LAt e 87 % e
AL TR IS R 5 S A5 28 AH ]
[0070] A« S itk 451 i 4 1) =3 FF 2 05 B My «
NH>
CF;

[0071]

[0072]  HFR IR R AT2% , PN -
[0073]  'H NMR (400MHz,CDC1,,ppm) :8=7.29(d,J=1.6Hz,1H) ,7.18(dd,]=8.3 Hz,
1.4Hz,1H) ,6.70(d,J=8.3Hz,11) ,4.04 (s,2H) ,2.85 (m, 1H) ,1.23(d,J=6.9 Hz,6l) .
[0074]  "F NMR (376MHz,CDC1,, ppm) :8=-62.4 (s) .
[0075]  '*C NMR (100MHz,CDCL,,ppm) :6=142.8 (q,J=1.5Hz) ,138.4,131.0,125.2(q, J
=270.6Hz) ,124.1(q,J=5.1Hz) ,117.4,113.8(q,]=29.3Hz) ,33.1,24.0.
[o076] St fy31
(00771 AR St 1 ) — 958 1Y 25 55 A R B ol D502k, 5 7 B O ke 08 P SRRSO » FLAih s I K
JE AL LR 5 St B 28 M , FLA B2 = TR 255 AL -
[0078]  F=H1A:

NH,

o<

[0079]

CF3

[0080]  F=H 1MW 49% , FEWRIA IR
[0081]  'H NMR (400MHz,CDC1,,ppm) :8=7.06 (dd,J=8.1Hz,0.9Hz,1H) ,6.96 (d,J=
1.3Hz,1H) ,6.70(d,J=8.1Hz,1H) ,4.08 (s,2H) ,3.89 (s, 3H) .
[0082]  "F NMR (376MHz,CDC1,,ppm) :8=-61.0(s) .
[0083]  '°C NMR (100MHz,CDC1,, ppm) :6=146.6,139.5,124.8 (q,]=269.0Hz) ,119.9 (q,
J=32.3Hz) ,118.6(q,J=4.2Hz) ,113.5,107.1 (q,J=3.7Hz) ,55.6.
[0084]  ;=HP2 N
NH>

[0085] F3C\©fo‘~

[0086]  F=H2MIU 21 % , FEWRIA IR

[0087]  'H NMR (400MHz,CDCL,, ppm) :8=7.05(d,J=8.0Hz,1H) ,6.89 (d,]=8.0 Hz,1H),
6.72(dt,J=8.0Hz,0.4Hz,1H) ,4.39 (s, 2H) ,3.88 (s, 3H) .

[0088]  "F NMR (376MHz,CDC1,,ppm) :8=-62.5(s) .

[0089]  '°C NMR (100MHz,CDC1,,ppm) :6=147.4,135.1(q,J=1.5Hz) ,125.0(q,]=
270.5Hz) ,118.0(q,J=5.1Hz) ,116.7,113.5 (q,J=29.9Hz) ,112.7,55.9.

[0090] 5Kt fsi|32

10
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(00911 A< SK it 451 ) — 56t FH 35 57 7 B 1) i 2% T V2, 0 A R IA) HR SR R i, LAt e 87 % e
AL PR R 5 S A 28 AH [R] , H A5 21 3Fh = 55 H 2L 05 A e )
[0092] FEHITN

NH,

CF
[0093] .

~o

[0094]  F=AIIIUSCR 23 % , PPN I T
[0095]1  'H NMR (400MHz,CDC1,,ppm) :8=7.33(d,J=8.8Hz,1H) ,6.34-6.31 (m,1 1) ,6.23
(d,J=2.1Hz,1H) ,4.15(s,2H) ,3.78 (s, 3H) .
[0096]  "F NMR (376MHz,CDC1,, ppm) :8=-61.2(s) .
[00971  '°C NMR (100MHz,CDC1,,ppm) :6=163.1,146.1,128.2(q,J=5.1Hz) ,125.3(q, J
=269.2Hz) ,107.1(q,J=30.4Hz) ,103.8,101.7,55.3.
[0098]  F=#2°H -
NH,

[0099]

CF3

[0100]  =¥2iIUse 2 35 % , I In T

[0101]  'H NMR (400MHz,CDC1,, ppm) :6=7.31(d,J=8.9Hz,1H) ,6.24 (s,1H), 6.22(d,]J=
1.6Hz,1H) ,3.95(s,2H) ,3.83 (s, 3H) .

[0102]  "F NMR (376MHz,CDC1,, ppm) :8=-60.7 (s) .

[0103]  '°C NMR (100MHz,CDC1,,ppm) :6=158.9,151.1,128.4 (q,J=5.1Hz) ,124.3(q, J
=268.7Hz) ,108.6 (q,J=31.0Hz) ,105.6,98.2,55.7.

[0104]  *¥3:

NH

FaC
[o105] °

~

o 5

[0106]  F=3R N20 % , RN IR

[0107]  'H NMR (400MHz,CDCL,, ppm) :6=7.15(t,J=8.3Hz,1H) ,6.29 (m,2H) , 4.32(s,
2H) ,3.82 (s, 3H) .

[0108]  "F NMR (376MHz,CDC1,, ppm) :8=-54.4(s) .

[0109]  '*C NMR (100MHz,CDCL,,ppm) :6=159.7 (d,J=1.9Hz) ,146.3,132.7,125.8(q, J
=272.0Hz) ,110.4,100.9,56.0.

[o110] s 5133

COT1T ARSI i 51 10y =90 0 7 4 M ) 6 5795, 95 8 e A ox R AERE ORI, At s 7 B i
Kb H R 5 ST 1 28 FH T o

(01121 Frfd HAR/ =N -
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NH,
CF3

[0113]

SN

(01141 H xRl 57 % , Pl an | -
[0115]  'H NMR (400MHz,CDCL,, ppm) :8=6.97 (d,J=2.9Hz, 1H) ,6.92-6.89 (m, 1 H) ,6.69
(d,J=8.8Hz,1H) ,3.88(s,2H) ,3.75(s,3H) .
[0116]  "F NMR (376MHz,CDC1,, ppm) :8=-62.8 (s) .
[0117]  '°C NMR (100MHz,CDC1,,ppm) :6=151.8,138.2(d,J=1.6Hz) ,124.7 (q,] =
270.6Hz) ,119.7(d,J=0.9Hz) ,118.9,114.6 (q,J=30.2Hz) ,111.1(q,J=5.4Hz) , 55.9,
[o118]  SLstifyi34
(0119 ARSI i 51 10 — 98 FHF 65 57 A M 1 ) 4% 79 95 B G2, 6- 5% I RE ORI, S B[]
1 2h, HoAth s 7 J% Ji A B R 5 St 1 28 A1 T o
(01201 Frf5 H AR =407

NH,

[0121]

CF3

(01221 Hbrr=rlie 81 % , il T -
[0123]  'H NMR (400MHz,CDCL,, ppm) :8=7.27 (s, 2H) ,4.03 (s,2H) ,2.97-2.87 (m, 2H),
1.30(d,J=6.8Hz,12H) .
[0124]  "F NMR (376MHz,CDC1,, ppm) :8=-60.8 (s) .
[0125]  "°C NMR (100MHz,CDCL,, ppm) :8=143.4,131.9,125.3 (q,]=269. 1Hz) ,120.0 (q,
J=3.7Hz) ,119.8(q,J=21.7Hz) ,28.0,22.1.
[0126]  SCjitifsil35
[0127] RSt (1 FF) — 55 FFY 22655 A B 1) i 46 D798 95 2 RGOW P R B 28, IR ML TR) 2y 12h,
HoAh S % i Ak P e 5 S i 51 28 AT -
[0128]  irfs HARr=40
NH,

CF3

[0129]

CN .
[0130]  HAR™HIMLERI67 % , RN T -

[0131]  'H NMR (400MHz ,CDC1,,ppm) :6=7.72(s,1H) ,7.53 (dd,J=8.6Hz,1.6Hz, 1H),
6.77(d,J=8.4Hz,1H) ,4.75 (s, 2H) .

[0132]  "F NMR (376MHz,CDC1,, ppm) :8=-63.6 (s) .

[0133]  '*C NMR (100MHz,CDCL,,ppm) :6=147.9,136.2,131.6 (q,J=5.2Hz) ,123.7(q, J
=270.9Hz) ,118.7,117.1,113.5 (q,J=31.3Hz) ,99.9.

12
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[0134]  SJitaf5136

[0135]  ASLita 5] (1 — i Y 22k 0 B g 1 ] 48 T v, 5 2 e R 0T S B K R R L T, LAt e
N Ja Ab B AR 5 S 1 28 A [

[0136]  Frf3 HAR YN

NH,
CF3

[0137]

0”0,
[0138]  H xR NT0% , F=IRfA I T
[0139]  'H NMR (400MHz,CDC1,,ppm) :8=8.15(d,J=1.4Hz,1H) ,7.96 (d,J=8.6 Hz,
1.8Hz,1H) ,6.72(d,J=6.2Hz,1H) ,4.60 (s, 2H) ,4.34 (q,]J=7.1Hz,2H) ,1.38 (t,]J=
7.1Hz,3H) .
[0140]  "F NMR (376MHz,CDC1,, ppm) :8=-63.0(s) .
[0141]  '°C NMR (100MHz,CDC1,, ppm) :6=165.7,148.2,134.2,129.1(q,J=5.1Hz) ,
124.4(q,J=270.6Hz) ,119.5,116.3,112.7 (q,J=30.5Hz) ,60.8,14.4.
[0142]  SCjitafsi|37
(01431 ARSIt 1 ) — 950 1Y 25 55 A B B ol D502k, 5 7 B O ok = 3 PR RS e, FL Al s I %
Je A B R 5 S 28 A
[0144]  Frts HARF=40

NH;

CF3
[0145]

CF3

[0146]  HARFIRINCR 8296 PN T -

[0147]  'H NMR (400MHz,CDCL,, ppm) :6=7.68 (s, 1H) ,7.51 (dd,J=8.5Hz,1.20z, 1H),
6.78(d,J=8.6Hz,1H) ,4.50 (s, 2H) .

[0148]  '°F NMR (376MHz,CDCL,,ppm) :8=-61.7(s) ,~63.4(s) .

[0149]  '°C NMR (100MHz,CDC1,,ppm) :6=147.2,129.8(d,J=3.1Hz) ,124.2(q,] =
270.6Hz) ,124.1(q,]J=269.0Hz) ,124.4 (m) ,119.5(q,J=33.3Hz) ,116.8,113.0(q, J=
30.8Hz) .

[0150]  SKLjitifsil38

(01511 ARSIt 1 ) — 950 1Y 25 55 A B B ol 6 T 02, 95 i RGOA R R B R, oAb s 2 B S
Kb H R 5 S i 1 28 FH T o

[0152] s HAwr=4

13



CN 108503552 B ﬁﬁ HH :I:; 12/17 1T

NH,
CF3

[0153]

o o
[0154]  Hrr=#rlie 56 % , =il an T -
[0155]  'H NMR (400MHz,CDC1,,ppm) :8=8.07 (d,J=1.5Hz,1H) ,7.91(dd,]=8.6 Hz,
1.9Hz,1H) ,6.75(d,J=8.6Hz,1H) ,4.74 (s, 2H) ,2.53 (s, 3H) .
[0156]  "F NMR (376MHz,CDC1,, ppm) :8=-63.1(s) .
[0157]  '°C NMR (100MHz,CDC1,, ppm) :6=195.6,148.5,133.2,128.3(q,J=5.1Hz) ,
126.8,124.5 (q,J=270.6Hz) ,116.4,112.5(q,]J=30.5Hz) ,26.0.
[o158] St fsil39
(01591 ARSIt 1 ) — 958 1Y 25 55 A R B ol 8 502k, 5 7 RGO X SR B e, FLAih S B % Ak
HULRE 5 5Lt ] 28 A1) o
(01601 firfs HARr=4

NH,

CF3
[0161]

Ph .
(01621 HFRMIHI R A90% , AT -
[0163]  'H NMR (400MHz,CDCL,,ppm) :8=7.69(d,J=1.9Hz,1H) ,7.57-7.53 (m,3 H) ,745-
7.41 (m,2H) ,7.35-7.30 (m,1H) ,6.82(d,J=8.4Hz,1H) ,4.23 (s, 2H) .
[0164]  "F NMR (376MHz,CDC1,, ppm) :8=-62.6 (s) .
[01651  '°C NMR (100MHz,CDC1,,ppm) :6=143.7(d,J=1.8Hz),139.9,131.5,130.9,
129.1,126.9,126.4,125.1(d,J=5.20z) ,125.0(q,J=270.8Hz) ,117.7,114.1(q,J=
29.6Hz) .
[0166]  siifi 7140
(01671 ARSI i {51 1ty — 98U FH 32 7 4 M) ) 8 T3 95 57 8 M DA ek S B 4 T A e P, LAt
SRS J% e R B R S S i 11 28 AT

[0168]  Frf3 H AR YN
NH,
CF,

[0169]

T

[0170]  HERF=MIRICR NTAY% , PR R -
[0171]  'H NMR (400MHz,CDC1,, ppm) :6=7.89 (s, 1H) ,7.71(d,J=8.1Hz,1H), 6.70(d,J=
8.1Hz,1H) ,4.35(s,2H) ,1.32 (s, 12H) .

14
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(01721 'F NMR (376MHz,CDC1,, ppm) :8=-62.5 (s) .
[0173]  '*C NMR (100MHz,CDC1,,ppm) :6=146.9,139.3,133.6 (q,J=4.9Hz) ,125.1(q, J
=270.6Hz) ,116.1,113.1(q,J=29.7Hz) ,83.7,24.8.
(01741 Scitifii41
(01751 ARSIt 1 ) — 950 1Y 25 55 A B O ol 6 D5 02k, 5 7 RGOA R R BRI IR, At e 2 B S
Kb H R 5 S i 1 28 FH T o
(01761 Frf5 H AR =407
NH>

CF3

[0177]

Ho" BoH

[0178]  HFRYE 57 % , PN T
[0179]  'H NMR (400MHz,DMSO, ppm) :5=7.81 (m,3H) ,7.66 (d,J=8.2Hz,1H), 6.75(d,]J=
8.2Hz,1H) ,5.75(d,J=3.7Hz, 1H) .
[0180]  'F NMR (376MHz,DMSO, ppm) :6=-61.2(s) .
[0181]  C NMR (100MHz,DMSO, ppm) :8=147.7,138.8,132.5(q,J=4.9Hz) ,125.5 (q,]J=
270.7Hz) ,115.5,109.8 (q,J=28.7Hz) .
[0182]  Sijstifsi|42
[0183] ARSIz it 451 1y — 58 FR 22 07 5 e 1) ohl) 2% 5 ¥ » 5 2 e MO0 R e, LA I B J% i Ak 3
R 5 S5 28 FH ]
[0184]  Frf HAR=4N
NH,

CF,

[0185]

F o
[0186]  HAR/™ MR 956 % , RN T -
[0187]  'H NMR (400MHz,CDC1,,ppm) :6=7.15(dd,J=8.8Hz,2.9Hz, 1), 7.06-7.01 (m,
1H) ,6.69 (dd,J=8.9Hz,4.4Hz, 1) ,4.03 (s, 2H) .
[0188]  "F NMR (376MHz,CDC1,,ppm) :8=-63.3 (s) ,~126.4(s) .
[01891  '°C NMR (100MHz,CDC1,,ppm) :8=154.9 (d,J=235.7Hz) ,140.8,124.1(q,J=
270.6Hz) ,120.0(d,J=22.80z) ,118.5(q,J=7.2Hz) ,114.4 (m) ,113.1 (m) .
[0190]  SCjitifsil43
L0911 ARSIt 1 ) — 950 1Y 25 55 A B B ol T 02k, 5 7 G OA R SR, A e o B s b
RS St 28 AR I o
(01921 frf5 HAs =407

15
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NH,
CF;
[0193]

Cl .
(01941 EARF=WIRIIL A N68%6 , PPN T -
[0195]  'H NMR (400MHz,CDC1,,ppm) :8="7.39(d,J=2.4Hz,1H) ,7.23(d,J=8.7 Hz,
2.3Hz,1H) ,6.67 (d,J=8.7Hz,1H) ,4.17 (s, 2H) .
[0196]  "F NMR (376MHz,CDC1,, ppm) :8=-63.2(s) .
[01971  °C NMR (100MHz,CDC1,,ppm) :6=143.1(d,J=1.4Hz) ,132.8,126.3 (q,]J=
5.5Hz) ,124.1(q,J=271.0Hz) ,122.3,118.4,114.8 (q,J=30.6Hz) .
[0198]  sijfify44
(0199 ARSI i 51 10y — 98U FH 22 7 4 M) ) 6 T3 95 57 v M1 o AR AR e » FeAh S I I J Ak
AR 5 St B 28 FH I L 3L A5 2 =55 2 07 B e -
[0200] =107

NH,

[0201] Br\é/ch

[0202]  F=H1 U A3T % , RN IR

[0203]  'H NMR (400MHz,CDCL,, ppm) :8=7.59(d,J=7.9Hz,1H) ,7.41(d,]J=7.9 Hz,1H),
6.65(dt,J=7.9Hz,0.7Hz,1H) ,4.68 (s, 2H) .

[0204]  "F NMR (376MHz,CDC1,, ppm) :8=-63.4 (s) .

[0205]  '°C NMR (100MHz,CDCL,,ppm) :6=141.9,136.2,126.0(q,J=5.2Hz) ,124.3(q, J
=271.1Hz) ,117.8,114.7 (q,J=30.1Hz) , 111.0.

[0206] =422

NH,
Br

[0207]

CFs

[0208]  P=W2f R 933 % , P HIRAIA AN T «

[02091  'H NMR (400MHz,CDC1,, ppm) :8=7.66 (d,J=1.2Hz,1H) ,7.34 (dd,J=8.4 Hz,
1.4Hz,1H) ,6.77(d,J=8.4Hz, 1H) ,4.40 (s, 2H) .

[0210]  "F NMR (376MHz,CDC1,, ppm) :8=-61.3 (s) .

[02111  °C NMR (100MHz,CDC1,,ppm) :6=147.0,129.9(q,J=3.8Hz) ,123.8 (q,J=
269.4Hz) ,121.0(q,J=33.3Hz) ,114.7,108.0.

[0212] 5 145

(02131 A SE it 451 ) = 9% P 3k 57 5 Jc ) ) 4% D792 5 07 7 GO TRDIR AR i, oAt S 7 % Ji Ak 3
AR St 28 F ], JE45- 3% = 98 F 257 & L«

[0214] #1704
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NH»

CF
[0215] /@’ =
Br

[0216] 1IR3 923 % , PN I T «
(02171 'H NMR (400MHz,CDC1,, ppm) :8=7.26 (d,J=8.2Hz,11) ,6.90 (s, 1), 6.89(d,]=
8.2Hz,1H) ,4.21 (s, 2H) .
[0218]  "F NMR (376MHz,CDC1,, ppm) :8=-62.8 (s) .
[0219]  "*C NMR (100MHz,CDCL,,ppm) :6=145.6,128.0(q,J=5.2Hz) ,127.0,124.7(q, J
=270.4Hz) ,120.6,119.6,112.7 (q,J=30.3Hz) .
[0220] =2
NH2

[0221]
Br

CFs
[0222]  P=Wp2ii 3928 % , PN TN T
[0223] 'H NMR (400MHZ,CDC13,ppm) :6=7.42(d,J=8.5Hz,1H) ,6.95(d,J=2.2 Hz,1H),
6.59-6.57 (m, 1H) ,4.00 (s, 2H) .
(02241 'F NMR (376MtHz,CDC1,, ppm) :6=-60.7 (s) .
(02251 "*C NMR (100MHz,CDCL,, ppm) :6=150.1,128.9 (q,J=5.2Hz) ,123.9(q,J=
269.8Hz) ,120.9,119.9,119.4(q,J=31.4Hz) ,112.4.
[0226] #4139

NH»

F.C
[o227]  ° :@
Br

[0228]  F=H3MIU R 29% , FEWRIA IR

[0229]  'H NMR (400MHz,CDC1,,ppm) :8=7.05-7.00 (m,2H) ,6.64-6.61 (m, 1H) , 4.43 (s,
2H) .

[0230]  "F NMR (376MHz,CDC1,, ppm) :8=-54.4(s) .

[02311  '°C NMR (100MHz,CDC1,, ppm) :6=146.9,132.7,124.9 (q,]=272.8Hz) ,124.5,
121.6(q,J=2.0Hz) ,117.2,112.3(q,J=29.2Hz) .

[0232]  siifif5146

(02331 ARSI i {51 10y = 980 FH 22 7 4 M) ) 8 D598 57 A MG R e R e » T S I B J Ak 2
RS St 28 AR I o

[0234]  Fifs H AR 47 -
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NH,
CF3
[0235]

Br e
[0236]  HFR IR AT , PN -
[02371  'H NMR (400MHz,CDC1,,ppm) :8=7.53 (d,J=2.2Hz,1H) ,7.37 (dd,J=8.6 Hz,
2.0Hz,1H) ,6.62(d,J=8.6Hz,1H) ,4.18 (s,2H) .
[0238]  "F NMR (376MHz,CDC1,, ppm) :8=-63.2(s) .
[02391  '°C NMR (100MHz,CDC1,,ppm) :6=143.5(d,J=1.4Hz) ,135.6,129.2(q,J=
22.0Hz) ,124.0(q,J=271.0Hz) ,118.8,115.2(q, J=30.5Hz) ,108.9.
[0240]  SCjitifsilaT
(02411 A St 5] 1Ay =9 P 5 55 8 G FF) ) 6 79k » 5 8 R ON R IR g , At S 7 J J A B
R St 1 28 A R
[0242] it H AR 47 -
NH,

CF3
[0243]

l :

[0244]  HARMIINLZ 61 % , PP UIFINAN T
[0245]  'H NMR (400MHz,CDC1,,ppm) :8=7.68 (d,J=1.7Hz,1H) ,7.52(dd,J=8.6 Hz,
1.7Hz,1H) ,6.51 (d,J=8.6Hz,1H) ,4.19 (s, 2H) .
[0246]  "F NMR (376MHz,CDC1,, ppm) :8=-63.1(s) .
[02471  '°C NMR (100MHz,CDC1,,ppm) :6=144.1,141.3,134.9(q,J=5.5Hz) ,123.8(q, J
=271.1Hz) ,119.1,115.7(q,J=30.4Hz) ,77.4.
[0248]  sjfif5148
[0249] ARSI ot A51) () = 380 H 22 57 A B 1) 1) 48 70 05 A I 94 - 1R - 2- EUORIZ , [ONE I 8]
12h, oAt J2 B % Jig Ak PRt 7 5 Sz it 451 28 FR ]
[0250]  Fr45 HAR M«

NH>

Cl CF,
[0251]

Br

[0252]  HARFIRINCR N62%6 PRI E -

[0253]  'H NMR (400MHz,CDCL,, ppm) :8=7.56(d,J=2.0Hz,1H) ,7.48 (d,]J=2.0 Hz,1H),
4.66 (s,2H) .

[0254]  "F NMR (376MHz,CDC1,, ppm) :8=-63.5(s) .

[0255]  '°C NMR (100MHz,CDCL,,ppm) :6=140.2,135.1,128.0(q,J=5.6Hz) ,123.5(q, J
=271.3Hz) ,121.5,115.7 (q,J=31.1Hz) ,107.8.
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[0256]  SiZjitif51]49
[0257] A SEit 9] (1) = 3 25 05 B G i) 28 706, D5 A o4, 47 - e Bk ORI, HoAth e v
o A IS R S S A5 28 AH ]
[0258]  Fir45 HAR M -
F4C

O
[0259] HgN‘@*#‘@*NHQ
(@]

[0260]  HFR™MIHIULZE N90% , =i I T

[0261]  'H NMR (400MHz ,DMSO, ppm) :6=7.70-7.65 (m,2H) ,7.49 (d,]=8.8Hz,2 H) ,6.89
(d,J=8.8Hz,1H) ,6.61-6.54 (m,4H) ,6.10 (s, 2H) .

[0262]  'F NMR (376MHz,DMSO, ppm) :6=-62.5(s) .

[0263]  'C NMR (100MHz ,DMSO, ppm) :6=153.2,149.5,131.6,128.8,128.3,126.6, 125.5
(q,J=5.6Hz) ,124.1(q,J=269.9Hz) ,117.0,112.9,109.2 (q,J=230.4Hz) »
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